[Characteristics and regulation of 3H-haloperidol binding to rat brain sigma receptors].
Rat brain sigma receptors were labeled by 3H-haloperidol, and the effects of repeated administrations of pentazocine and haloperidol on these binding sites were investigated. On the basis of preliminary experiments, 30 nM spiperone was included in the assay medium in the frontal cortex (to block binding to D2 dopamine and S2 serotonin sites), but not in the hippocampus or cerebellum; the specific binding was defined by inhibition by 30 or 100 microM (+)3-(3-hydroxy)-N-(1-propyl)piperidine. In the brain regions from untreated animals, saturation studies for the specific binding revealed a single population of saturable binding sites; inhibition studies revealed a distinct sigma receptor pharmacology. Fourteen days successive administrations of 7.5 mg/kg of pentazocine induced a significant increase in Kd without affecting Bmax of the binding in the frontal cortex, but not in the cerebellum. Similar treatments with haloperidol (2 or 4 mg/kg) resulted in a significant decrease in Bmax without changes in Kd of the binding in the frontal cortex and hippocampus. However, no effects were observed in the cerebellum. These findings indicate rat brain sigma receptors respond differently to pentazocine and haloperidol, and there are regional differences in the regulatory mechanisms of sigma receptors.